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Solid-phase synthesis
• The cyclic ethyl orthoformate has been used as a protecting group for the catechol
groups of 3,4-dihydroxyphenylalanine in Fmoc-protect solid-phase peptide
synthesis (Hu and Messersmith, Tetrahedron Lett., 2000, 41(31), 5795-5798).
• Aryl(alkyl)(difluoro)silanes have been shown to undergo a facile and efficient
palladium-catalysed cross-coupling with iodobenzoic acids tethered to Wang resin
(Homsi et al., Tetrahedron Lett., 2000, 41(31), 5869-5872).
• A variety of different chemistry has been carried out on a novel isoxazole scaffold
attached to a solid support generating a small library of 32 derivatives (Batra et al.,
Tetrahedron Lett., 2000, 41(31), 5971-5974).
• Enamines have been synthesised on solid-phase by the mercury (II) acetate
catalysed reaction of terminal acetylenes with secondary amines attached to the
solid support (Aznar et al., Tetrahedron Lett., 2000, 41(30), 5683-5687).
• Rhodanine derivatives have been loaded onto Wang or Rink resin and reacted at
the active C-5 methylene with aromatic aldehydes or ketones (Lee and Sim,
Tetrahedron Lett., 2000, 41(30), 5729-5732).
• The possibilities and limits of using high resolution magic angle spinning (HR
MAS) NMR to detect impurities and side products in solid-phase chemistry have
been evaluated (Rousselot-Pailley et al., Tetrahedron, 2000, 56(29), 5163-5167).
• α-Trimethylsilyl diazoketones have been prepared on solid support and used via
carbenes or carbenoids for a variety of solid-phase reactions (Iso et al.,
Tetrahedron, 2000, 56(30), 5353-5361).
• C-terminal peptide aldehydes have been synthesised from amino acetals using a
solid-phase backbone linker (BAL) strategy (Guillaumie et al., Tetrahedron Lett.,
2000, 41(32), 6131-6135).
• Agel 416, an acylpolyamine from the spider Agenolopsis aperta has been
synthesised on solid support using N-protected amino alcohols and the Fukuyama-
Mitsunobu reaction (Hone and Payne, Tetrahedron Lett., 2000, 41(32), 6149-
6152).
• Fluorophore-labelled peptide nucleic acids (PNA) have been prepared by a simple
and effective Fmoc solid-phase chemistry strategy (Liu and Balasubramanian,
Tetrahedron Lett., 2000, 41(32), 6153-6156).
• DNA-interactive pyrrolo[2,1-c][1,4]benzodiazepines have been prepared on p-
nitrophenyl carbonate Wang resin using a variety of oxidation/cyclisation reactions
(Berry et al., Tetrahedron Lett., 2000, 41(32), 6171-6174).
• The Nenitzescu synthesis of 5-hydroxyindole-3-carboxamides has been successfully
achieved on solid-phase support (Ketcha et al., Tetrahedron Lett., 2000, 41(33),
6253-6257).
• The solid-phase synthesis of partially-modified retro and retro-inverso peptides
where the NH-CO bond is replaced with the ψ[NHCH(CF3)] surrogate has been
reported (Volonterio et al., Tetrahedron Lett., 2000, 41(33), 6517-6521).
Linkers
• A novel solid support with a β-dimethylphenylsilylethyl ester linker has been
prepared and used in the preparation of a range of isoxazoline/isoxazoles (Alonso
et al., Tetrahedron Lett., 2000, 41(30), 5617-5622).
• A variety of compounds can be attached to a polystyrene oligomer using the
xanthate transfer technology (Quiclet-Sire et al., Tetrahedron Lett., 2000, 41(30),
5673-5677). The polymer is soluble in many solvents but can be precipitated with
methanol.
• A new vinyl ether based on 4-hydroxy phenethyl alcohol has been used as a linker
for solid-phase Suzuki chemistry (Yoo et al., Tetrahedron Lett., 2000, 41(33),
6415-6418).
• Glycopeptides have been prepared on solid-phase using a new allyl ester linkage
(Nakahara et al., Tetrahedron Lett., 2000, 41(33), 6489-6493).
Protecting groups
• The selective cleavage of photolabile protecting groups has been achieved by
irradiation with monochromatic light and holds potential for combinatorial
applications (Bochet, Tetrahedron Lett., 2000, 41(33), 6341-6346).
Solution-phase synthesis
• A one-pot total synthesis of aspergillamide analogues by a solution-phase Ugi
multicomponent reaction has been described and used for the preparation of a
library tested for antibiotic and cytotoxic activity (Beck et al., Bioorg. & Med.
Chem. Lett., 2000, 10(15), 1701-1705).
• Aza analogues of a cyclic heptadepsipeptide inhibitor of inducible cell adhesion
molecule expression have been prepared using solution-phase methods suitable for
library preparation (Boger et al., Bioorg. & Med. Chem. Lett., 2000, 10(15), 1741-
1744).
• Polyethylene glycol has been used as both solvent and soluble polymer support in
the microwave assisted parallel synthesis of amino acid derivatives (Sauvagnat et
al., Tetrahedron Lett., 2000, 41(33), 6371-6375).
Solid-phase reagents
• Two recent papers describe the optimisation of solid-supported metal complexes as
potential oxidation catalysts (Natarajan and Madalengoitia, Tetrahedron Lett.,
2000, 41(31), 5783-5787 and 5789-5793). In particular, peptide-derived ruthenium
complexes offer promising catalytic activity for epoxidation, an activity which was
improved following release from the solid support.
Library applications
• An arylsulphone hydroxamate library has been prepared on solid-phase and used in
the preparation of potent MMP and PDE-4 inhibitors (Salvino et al., Bioorg. &
Med. Chem. Lett., 2000, 10(15), 1637-1640).
• Solid-phase combinatorial methods were used to optimise a vitronectin (αvβ3)
receptor inhibitor lead (Gopalsamy et al., Bioorg. & Med. Chem. Lett., 2000,
10(15), 1715-1718).
• A solid phase synthetic approach using Kenner’s safety-catch linker has been used
to prepare the known proteasome inhibitor ZL3VS and novel derivatives
(Overkleeft et al., Tetrahedron Lett., 2000, 41(32), 6005-6009).
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